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Amendments to the Claims 

This listing of claims will replace all prior versions, and listings, of claims in the 
application. 

Listing of Claims: 

1 to 35 (canceled): 

36 ( currently amended ): A process for the preparation of serine protease inhibitor 
compound of formula (!) 



(i) phenyl optionally being substituted in the 3 and/or 4 position by halo, nitre, thiol 
haloalkoxy, hydra/ido, alkylhydra/ido, amino, cyano, haloalkyl alkylthio, alkenyl, alkynyl, 
aeylamino, tri or difluoromethoxy, carbon v. aeyloxy, MeS02- or Rj, and optionally substituted 
at the 6 position by amino, hydroxy, halo, alky I, earboxy, alkoxycarbonyl, cyano, amido. 
fCONI-b ). aminoalkyl alkoxy or alkylthio; 

(ii) naphth-2-yl optionally substituted at the 6 or 7 position by halo, haloalkoxy, 
haloalkyl, cyano, nitro, amino, hydrazido, alkylthio, alkenyl, alkynyl or R jj and optionally 
substituted at the 3 position by amino, hydroxy, halo, alky!, carboxy, cyano, amnio, aminoaJkyl 
alkoxy or alkylthio; 

(in) isoquinolin-7-yl, indol-5-yl, indol-6-yl, indazol-5-yl, indaxol-6-yi, benzothia/ol-6- 
yl or ben/isoxa/ol-5-yl optionally substituted at the 3 position by halo, haloalkoxy. haloalkyl 
cyano, nitro. amino, hydra/ido. alkylthio, alkenyl, alkynyl orRy; 

(iv) ben/iraida/ol-5-yl or benzothiazol-6-yi optionally substituted at the 2 position by 

amino; 

(v) thien-2-y I or thien-3-y! optionally substituted at the 4 or 5 position by halo, 
haloalkoxy. haloalkyl cyano. nitro. amino, hydrazido, alkylthio, alkenyl alkynyl or Rf ; 




(i) 



wherein- 



R 2 is:- 
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(vi) 3,4-methyl«iedio^ph^I,2^^1^dromdol-6-yI, 3,3-dichloro-2-oxo-ttidol-6-yl 
or Inmethyl-S-aminoindazol-S-yl; 

(vii) bena;o(hw.o1~2-yl, miidazo(.1.2-ajpyrimidiii-2-yl ortetrahydro- 
i m i ila/o | i,2-aj py rimidin-2-y!; 

(viii) pyrazoi-2-yl optionally substituted at the 5 position by halo, haloalkoxy, 
haioalkyl, cyano. nitro, amino, hydrazido, alkyHhio, alkenyl, aikynyl or R|; 

(ix) pyrid-2-yl optionally substituted at the 5 posil n b hal laloalkox) haioalkyl, 
cyano, nitro, amino, hydrazido, alkvithio, aikenyi, aikynyl or Ri ; 

<x) pyrid-3-yl optionally substituted at die 6 position by halo, haloalkoxy, haioalkyl, 
cyano, nitro, amino, hydrazido. alkyhhio, alkenyl, aikynyl or R] ; 

(xi) beiizofur-2-y'l optionally substituted at the 3 position by amino, hydroxy, halo, 
alkyi, carboxy. cyano, amido. arniooaJkyi, aikoxy or alkylfhio and at the 5 or 6 position by halo, 
haloalkoxy. haioalkyl. cyano, nitro, amino, hydrazido, alkyHhio. alkenyl. aikynyl or Rjj; 

(xii) indol-2-y 1 optionally substituted on the indole nitrogen atom by alky] and 
optionally substituted at the 5 or 6 position by halo, haloalkoxy, haioalkyl, cyano, nitro, amino, 
hydrazido, alkyHhio, alkenyl, aikynyl or Rjj; 

(xiii) indol-6-yl substituted at the 5 position by amino, hydroxy, halo, alkyi, carboxy, 
alkoxycarbonyl, cyano, aniido, aminoalkyl, aikoxy or alkyhhio arid optionally substituted at the 3 
position by halo, haloalkoxy, haioalkyl, cyano, nitro, amino, hydrazido, alkyHhio, alkenyl, 
aikynyl or Rjj; or 

(xiv) benzo| bjthiophen-2-yi optionally substituted at the 3 position by amino, hydroxy, 
halo, alkyi, carboxy. cyano, amido, aminoalkyl aikoxy or alkyHhio and at die 5 or 6 position by 
halo, haloalkoxy, haioalkyl, cyano, nitro, amino, hydrazido, aJkylthio. alkenyl aikynyl or Rjj; 

with the proviso that R2 cannot be aminoisoquinolyl; 
or R-? is a group of formula IF') or (W) 




(P) or 



(H 1 ) 



wherein X.4 is O or S, and Rj3 is selected from hydrogen, fluoro, chloro and methyl; 



-X-X- is -CONH-; 
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Rj is hydrogen, hydroxy, aikoxy, alky). alkylaminoalkyl. alkanoyt hydroxyalkyl, 
alkoxyalkyl aikoxy carbonyS, alkylaminocarbonyl, alkylamino, carboxyl, carboxy methyl amido 
or amidemethy I: 

R | j is hydrogen, hydroxy, aikoxy, alky I alkanoyk hydroxy alkyl, alkoxyaikvl, 
aikoxycarbonyk alkylamino, carboxyl, carboxy methyl, amido or amidomethyi; 
Y is a CM group; 

Cy is an optionally K.y, substituted: phenyl group, or a phenyl group substituted by 

R 3i X i; 

each R-} a in ef ntiy i hydro en hydroxy! likoxx iralkyioxj ?ik\l 
alkylaminoalkyl hydroxy methyl carboxy, alkoxyaikvl, alkoxycarbonyl alkylaminocarbonyl. 
aminomethyi, CONN?. CH2CONH2. (l-6C)alkanoylamino, aikoxycarbonylamino, amino, halo, 
cyano. nitro. thiol, aikylthio, aikyisulphonyl aikylsulprieny). fnaxolvl, umdazohl tetrazoiyl. 
hydrazide, aJkylitnsda/oiyl, thiazolyl. aikykhiazolyl alkyloxaxolyl oxazolyi. 
aikylsulphonamido, aiky I aminos ulphonyl ammosulphonyl haloalkoxy, haloalkyl, a group of the 
formula -C(X 3 )N(R 1 1 )R 12 (wherein X 3 is 0 or S; and R 1 1 and R 1 2 are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pyrro lidi n- 1-yl, pi peri din- 1 -y ! or morpholino group), or -OCH2O- which i s bonded to two 
adjacent ring atoms in Cy; 

Xi is a bond, O, NH or CIK 

R3i is phenyl, pyridyl or pyrimidinyl optionally substituted by R3 a ; 
and 

-L-Lp(D) n is of the formula: 




in which R r is ~(CH2) C -R C , -CHR e Rf, -CH 2 -CHR e R|; -CH 2 -CH2-CHR e Rf, or R g in which c is 
1 or 2; R c is tfeienyi, thiazolyKwhich may bear an amino substituent), isothiazolyl oxaxohl 
isoxazolyl pyraz.olyl imidazolyl, pyridyl {which may bear an alky I sulphonyl aminosuiphonyl 
alkylammosulphonyl, alkylaminocarbonyl, amino, amido, ( I -4€)aikoxycarbonyl, carboxy } 
acets lamino, chloro, fluoro, cyano, (l-3C)alkyl trinuoromethyl. methoxy, ethoxy, nitro, 
hydroxy, aikylsulphonylamino, triazolyl or tetrazoiyl substituent), pyrimidinyl, pyridazinyl, 
pyrazimi or phenyl (which may bear a methy l, methylami.no. dimethylamino, carboxy, 
dialkylaminosulphonyi, alkylsul phony 1, ammosulphonyl al ky lami nos ul phonyk 
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alkylaminocarbonyL ammo, wu&o, aikoxycarbonyh acetylamino, chloro, fiuoro, cyano, 
meihoxy, eihoxy. niiro, hydroxy, alkylsuiphonylamino, triazolyl or tetrazoiyl substituent); each 
of R e and Rfindq endentl) is hydrogen .or Cj^alkyl; or CHR e Rf is cyciopentyi (which may 
bear a hydroxy, amino, (l-3C)aikoxy, (l-3C)hydroxyalkyf, f i-3C)alkvl, carboxy, 
methoxycarbonyl or ethoxycarbonyl substituent at the 3- or 4-position), cyclohexyl (which may 
bear a hydroxy, amino. H.-3C)alkoxy, (1-3C)hydroxyaikyl, (l-3C)alky1, carboxy, 
methoxycarbonyl. or ethoxycarbonyl substituent at the 3- or 4-position). tetrahydropy ran-4-yl . 
tetrahydrothiopyran-4-yh pyrrolidin-3-yl (which may bear a hydroxy, ammo. (l-3C)alkoxy, 
(1-3C)hydroxyaikyl. (l-3C)a.!kyj. carboxy. methoxy carbon)- 1 or ethoxycarbonyl substituent at the 
1 -position), piperidin-4-y] (which may bear a hydroxy, ammo, ( I -3C)alkoxy, 
{ 1 -3C)hy droxy alky k ( 1 -3C }alkyk carboxy, methoxycarbonyl or ethoxycarbony i substituent at tiie 
I -position), or indan-2-yl; and R a is ■ 2 " fflethyts»t^<my j phenykAvhigh ' nmy ' be{H : - a -4- fluoro - 





wherein Xa rs Otioro or hv-tirtHien. \\ Inch process comprises 
(a) reacting a compound of formula (.1 0) 



H2N-Y-{Cy)-L-Lp(D) n 
(10) 



with a compound of formula R7-COOI k under amide bond-forming conditions: or 
b) when R r is -(CH?) C -R C , reacting a compound of formula (11) 




b 



NH 



(ki) 



with a compound of (.12) 
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OHC-(CH 2 ) c .i-R c , 
(12) 

in the presence of a reducing agent; 

followed if a salt is required, by forming a physiological!} acceptable salt. 

37 (previously presented): A process as claimed in Claim 36, in which the compound of 
formula 0) is selected from: 

1 -(Indole-6-carbony 1-D-phem Igly ciny I'M- j 2-(4-py ndinyl }ethy 1 j piperazine; 
l-(3-Chioroindoie-6-carbonyi-D-phen> Iglycinyl .)-4-|2-(4-pyridinyl)etliyl|pipera?.me; 
H4-Methoxybenzoyl-D-phenyiglyd^ 

l-(lndole-6-carbouyl-D-phenylgiyemy!)-4-( ! -methylpipendin-4-} ■Dpiperazme; 

1 -(4-Nlethoxy benzoyl -D-(2-chloropheny I )glycuvy I )-4-( 1 -methyl |>iperidin-4-yI)piperazine; 

1 -t fndole-6-carbony l-D-(2-chloropheny 1 >g!ycmy l)-4-( 1 -meth>1pi peridi n~4~yi)piperaz.me: and 

M'4-Methoxy ben/o> l-fM2~tri ftuororoetlw phenyl) h cmyl )-4-{ ! ~methylpipe«din-4~y.t)- 

piperazine; 

and physiologically-tolerable salts thereof. 

3K (currently amended): A compound of formula (1 0) 
H 2 N-Y-(Cy)-L-Lp(D) n 
(10) 

in which: 

Y is CH; 

Cy is an optionally substituted: phenyl group., or a phenyl group substituted by 

R3jXj; 

each R3 a independently is hydrogen, hydroxy I, aikoxy, aralkyioxy, alkyl 
alkylaminoalkyl hydroxy methyl, carboxy, alkoxyalkyl alkoxycarbonyl dkylaminocarbonyl 
aminomethyl, CON.H.2- CH2CONH2, (' 'I -6C)alkanoylamino.. alkoxycarbonylamino, amino, halo, 
cyano, nH.ro, thiol alkylthio, alkylsulphonyL alkyl sul pheny l, mazolyl, imidazolyl tetrazolyl 
hydra/ido, aikyliroida/oiyl. thia/.olyk alkylthiazoiyh alkyloxa/.olyk oxasolyt 
aikylsulphonamido. alkylaminosulphonyL aimnosulphonyl haloalkoxy, haloalkyk a group of the 
formula -C(X 3 )N(R 1 1 )R 12 (wherein X 3 is O or S; and R 1 1 and R 1 2 are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pyrrolidm-l-y I, piperkkn-l-yl or morphoiino group), or -OCI bO- which is bonded to two 
adjacent ring atoms in Cy; 
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X; is a bond, O, NH or CH 2 ; 

f<3i is phenyl, pyridyl or pyrimidinyl optionally substituted by R.3 a ; and 
-L-Lp(D) n is of the formula: 




-N N R r 



in which R r is -(CH2) C -R C , -CHR e Rf, ~CH2~CHR e R(; -CH2-t'H 2 -CHR e Rf, or R e in which c is 
1 or 2; R c is thienyf, thiazofyl(which may bear an amino substituent), isothiazolyl, oxazolyl 
isoxazolyl. pyraxolyl, imidazolyl, pyridyl (which may bear an aikylsulphonyi, aminosulphoiiyS f 
aikyiaminosulphonyl, alkvlanimocarbonyL amino, ami do (COM b). (l~4C)aikoxycarbonyi, 
carboxy. acetylamino, chlojro, fluoro, cyano, (l-3C)alkyl, trifluoromethyL methoxy, efhoxy, 
nitro, hydroxy; al kylsuf phony {amino, triazoiyl or let rarely} substituent). pyrimidinyl, 
pyridarinyl, pyrazinyl or phenyl (which may bear a methyl methylamino, dimethyl amino, 
carboxy, diaikylaminosulphonyl, aikylsulphonyi aminosulphonvi aikyiaminosulphonyl, 
aikvianiinocarbonyi, amino, amido. alkoxvcarbonyl, acetylamino, chloro, fluoro, cyano, 
methoxy. ethoxy, nitro. hydroxy, alkylsuiphonyiamino, triazolyl or tetrazoiyl substituent); each 
of R e and Rf independently is hydrogen or Cj_3alfcyl; or CHRgRf is cyciopentyi (which may 
bear a hydroxy, amino. (l~3C)alkoxy, (1-3C)hydroxyaiky{ 5 (l-3C)alkyl. carboxy. 
methoxycarbonyl or ethoxycarbonyl substituent at the 3- or 4-position), cyclohexy I (which may 
bear a hydroxy, amino, (l-3C)alkoxy, (I-3C)hydroxyalkyl, (l-3C)alkyl, carboxy, 
melhoxycarbonyl or ethoxycarbonyl substituent at the 3- or 4-position), teOaliydropyran-4-y.l, 
tetrahydrothiopyran-4-yl, pyrroiidin-3-yi (which may bear a hydroxy, amino, (KiQalkoxy, 
(l-3C)hydroxya!kyl, (l-3C)alkyl. carboxy. melhoxycarbonyl or ethoxycarbonyl substituent at the 
1 -position), piperidin-4-yl ( which may bear a hydroxy, amino, (l-3C)aikoxy, 
{ 1 -3C)hy droxyalky I. (i-3C)alkyi, carboxy, methoxycarbonyl or ethoxycarbonyl substituent at the 

subst i tu e nt ■ or - - R g -t&- A {> ~ 1 , 1 -dioxohenzo|b)thiophen~7~yl; 
o.t a physk logieally-toieral ilt thereof- 




SO.. 
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39 (currently amended): A compound as claimed in Claim 38, in which C\ is unsubsliluted 
phenyl. 

40 (currently amended): A compound of formula (1 1) 

U w 

(11) 

in which: 

R 2 is:- 

(i) phenyl optionally being substituted in the 3 and/or 4 position by halo, nitre, thiol, 
haioalkoxy, hydrazido, alkythydra/ido, amino, cyano, haloaikyl, aikylthio, alkenyl, alkynyl, 
acylamino, tri or difluoromeihoxy, carboxy, acyloxy, MeSCH- or Rj, and optionally substituted 
at the 6 position by amino, hydroxy, halo, alky I, carboxy, alkoxycarbonyl. cyano, araido. 
(CONlb). aminoaJkyl, alkoxy or aikylthio; 

(ii) naphth-2-yi optionally substituted at the 6 or 7 position by halo, haioalkoxy, 
haloaikyl, cyano, nitro, amino, hydrazido, aikylthio, alkenyl, alkynyl or R}j and optionally 
substituted at the 3 position by ammo, hydroxy , halo, alkyl, carboxy, cyano, araido, aminoaJkyl 
alkoxy or aikylthio; 

(lit) isoquinolin-7-yk indol-5-yl, mdol~6~yh indazol-5-y L indazol-6-yl, beazothiazol-6- 
yl or benxisoxazol-5-yl optionally substituted at the 3 position by halo, haioalkoxy. haloaikyl, 
cyano. nitro, amino, hydrazido, aikylthio, alkenyl, alkynyl or Rjj; 

(iv) benzimidazol-.vyl or ben/olhia/.ol-6-yi optionally substituted at the 2 position by 

amino; 

(v) thien-2-y! or thien-3-y! optionally substituted at the 4 or 5 position by halo, 
haioalkoxy, haloaikyl, cyano, nitro, amino, hydrazido, aikylthio, alkenyl, alkynyl or Rj; 

(vi) 3,4-melhylenedioxyphenyi, 2,3-dihydroindol-6-yL. 3,3-dichloro-2-oxo-indol-6-yl 
or 1 -methy l~3-aminoindazol-5-yl ; 



Serial No.. 10/803/157 



9 



(vii) benzothiazol-2-y I. imklazo[1 ,2-a}pyrimidin-2-yl or tetrahydro- 
imidazoj ? ,2-a]pyri.midin~2-yl; 

(viii) pyrazol-2-yl optionally substituted at the 5 position by halo, haloaikoxy, 
ImloalkyK cyano. mtro, amino, hydrazido, alkyithio, alkenyl aikynyl orRj; 

(ix) pynd-2-yl optionally substituted at the 5 position by halo, haloaikoxy. haloalkvl 
cyano, niiro, amino, hydrazido, alkyithio. alkenyl, aikynyl or R i; 

(x) pyrid-3-yl optionally substituted at the 6 position by halo, haloaikoxy, haloalkvl, 
cyano, nitro, amino, hydrazido. alkyithio, alkenyi, aikyny l or Ri ; 

(xi) ben/ofur-2-yl optionally substituted at the 3 position by ammo, hydroxy, halo, 
alkyl carboxy. eyano, amido. aminoalkyl, alkoxy or alkyithio and at the 5 or 6 position by halo, 
haloaikoxy, haloalkvl cyano, nitro, amino, hydrazido. alkyithio, alkem I aikynyl orRij; 

(xii) indol-2-yl optionally substituted on the indole nitrogen atom by alkyl and 
optionally substituted at the 5 or 6 position by halo, haloaikoxy, haloalkvl, cyano, nitro, amino, 
hydrazido, alkyithio, alkenyl aikynyl orRjj; 

(xiii) indol-6-yl substituted at the 5 position by amino, hydroxy, halo, alkyl carboxy, 
alkoxy carbony I cyano, amido, aminoalkyl alkoxy or alkyithio and optionally substituted at the 3 
position by halo, haloaikoxy, haloalkvl cyano, nitro, amino, hydrazido, alkyithio, alkenyi, 
aikynyl or Rjj; or 

(xiv) benzol b)thiophen-2-yl optionally substituted at the 3 position by amino, hydroxy, 
halo, alkyl carboxy, cyano, amido, ammoalkyl alkoxy or alkyithio and at the 5 or 6 position by 
halo, haloaikoxy, haloalkvl, cyano, nitro, amino, hydrazido, alkyithio. alkenyl, aikynyl or R|j; 

with the prov iso that R2 cannot be aminoisoquinolyl 
or R2 is a group of formula (P) or (I f ) 




wherein X4 is O or S f and R13 is selected from hydrogen, fluoro, chloro and methyl 
-X-X- is -CONH-; 
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Rj is hydrogen, hydroxy, aikoxy, alky). alkylaminoalkyl alkanoyl hydroxyalkyl, 
aikoxyalkyl, aikoxy carbonyS, alkylaminocarbonyl, alkylamino, carboxyl, carboxy methyl, amido 
or amidomethy!: 

R | j is hydrogen, hydroxy, aikoxy, alkyl alkanoyl hydroxy alky i, aikoxy alkyl, 
alkoxycarbonyk alkylamino, carboxyl carboxy methyl, amido or amidomethyl; 
Y (the a -atom) is a CH group, 

Cy is an optionally R3 a substituted: phenyl group, or a phenyl group substituted by 

R 3 jXj; 

each R ; , independently is hydrogen, hydroxy!, aikoxy, aralkytoxy, alkyl, 
alkylarainoalkyL hydroxy methyl, carboxy, aikoxyalkyl alkoxycarbonyi, alkylaminocarbonyl, 
aminomethyl CONH2, < H ;t < >Nbb < I-6C)alkarioylamino, alkoxycarbonylamino. amino, halo, 
cyano, nitro, thiol, alkyhhio, alkylsul phony!, alkylsulphenyl, inazoly], imidazolyl, teira/olyl, 
hydrazido, aikylimidaxotyl, thiazolyl, alkylthiazolyl, alkyloxazoiyl, oxazolyl. 
alkylsulphonanudo, alkylaminosulphonyl, aminos ul phony L haloalkoxy. haloalkyl, a group of the 
formula -C(X 3 )N(R 1 1 )K ] 2 (wherein X 3 is O or S; and R 1 1 and R 1 2 are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pyrrolidin-l-yL piperidin-l-yl or morpholino group), or -OCH2O- which is bonded to two 
adjacent ring atoms in Cy; 

Xj is a bond, 0, NH or CH2; and 

R3i is phenyl, pyridyJ or pyrimidinyl optionally substituted by R3 a . 
4 1 {currently amended): A compound of the formula ( 1 6): 



in which: 

Pglr^nvsentvan annuo protecting group; 

Y (the a-atom) is a CH group; 

Cy is an optionally Rj a substituted' phenyl group, or a phenyl group substituted by 

R 3 jXj; 

each R3 a ndepe lenth s h >< hydroxy! aikoxy araikyloxy slkyi 
alkylaminoalkyl hydroxy methyl, carboxy, aikoxyalkyl, alkoxycarbonyi, alkylaminocarbonyl. 
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aminomethyl, CONfb, CH2COHH2, (i-(>C)alfcanoylaRiino r alkoxycarbonyiamino, amino, halo, 
cyano, nitre, thiol, alkyithio, alkylsulphonyk aikylsulphenyl, ow.olyh imidazolyi, tetrazolyl, 
hydrazido, aikylimidazoiyh thiazolyh alkyithiazoiyl. alkyloxa/.olyi, oxazoiyl 
aikyisulphonamtdo, alkylaminosulphony'k aminos ulphony I, haloaikoxy. haloalkyl, a group of the 
formula -C(X 3 )N{R I - ! )R ! 2 (wherein X 5 is O or S; and 1 and R 1 - are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pyrrolidine -yh pipendm-i-vi or morphoiino group), or -OChbO- which is bonded to two 
adjacent ring atoms in Cy; 

Xjisabond,0 ; M!orCH 2 ; 

Rjj is phenyl pyridyl or pyrimidinyl optionally substituted by R3 a ; and 
R r is •(CH 2 ) C - R C . -CHR e Rf, -CH 2 -CHR e Rf, -CH 2 -CH 2 -CHR e Rf J or R g in which c is 1 
or 2; R c is thienyl, miazoly|(which may bear an amino substituent), isothiazolyL oxazofyL 
isoxazolyh pyrazolyl, imidazolyl, pyridyl (which may bear an alkylsulphonyk aminosulphony!, 
aikylaminosulphonyl. alkylaminocarbonyk amino, ami do* (1 ~4C)alkoxy carbonyk carboxy, 
acetylamino. chloro, fluoro, cyano, (1-3C)alkyk trifluoromethyl, methoxy, ethoxy, nitro, 
hydroxy, alkylsulphonylamino, iria/olyl or telrazolyl substituent), pyrimidinyl. pyridazsnyk 
pyrazinyj or phenyl {which may bear a methyl, methylamino, dimethylamino, carboxy, 
dialkylantinosulphonyl, alkylsulphonyk aminosulphonyl, alkylaminosulphonyl, 
alkyiantinocarbonyl, amino, amido (CONH? ). alkoxycarbonyk acetylantino. chloro, fluoro, 
cyano. methoxy, ethoxy, nitro, hydroxy, alkylsulphonylamino, tria/olyl or tetrazolyl substituent); 
each of R e and Rf independently is hydrogen or C' l^alkyl; or CH'RgRf is eyclopentyl (which 
may bear a hydroxy, amino, (l-3C')aJkoxy, (l-3C)hydroxyalkyk (l-3C)alkyk carboxy, 
meihoxycarbonyl or emoxycarbonyl substituent at the 3- or 4-position), cyclohexyl (which may 
bear a hydroxy, amino, (l-3€)alkoxy, (l-3C)hydroxyalkyL (i~3C)alkyl, carboxy, 
methoxy carlxiiw 1 or ethoxy carbony I sobststuent at the 3- or 4-position), tetrahydropyran-4-yl, 
tetfahydrothiopyran-4-yl, p> rrohdin-3-yi (which may bear a hydroxy, amino, (i-3C)alkoxy, 
(1 -3C)hy droxyalky h (i-3C)alkyk carboxy, meihoxycarbonyl or ethoxycarbonyl substituent at the 
1 -position), pipendfn-4-yl (which may bear a hydroxy, amino, (l-3C)alkoxy. 
( l-3C)hy droxyalky I. (l-3C)alkyl, carboxy, methoxy carbonyl or ethoxycarbonyl substituent at the 

a ub s b tu e nt ■ e.r ■ R ^-is-X^- 1 . ! -dioKobenzo[b|thiophen-7-y1;jrul 

P_ ^ «-ci t » , ! , h\U .(M 1 vf h t .,li> 1 f ;_|< 
e> civ.iik} h phefiyl C |..,\ alio i, phom i. (' | _o alko\\ . phenyl (. p.,-, aikoxy. or a C >{0- 
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cycloalkox) 1 
C 1 C4 i\k\[ md 1 1 €4 aiko\v ; 

or a physiologically-tolerable salt thereof- 
\-\--y uk-»d ilm 




— -so 2 




42 (canceled) 

43 (previously presented): A compound as claimed 111 Claim 4 1 . in which Pg 3 represents 
t-butoxycarbony!. 

44 (currently amended): A compound of formula 



Cy 




in which 

R 2 is> 

(i) phenyl optionally being substituted in the 3 and/or 4 position by halo, oitro, thiol, 
haloaJkoxy, hydrazido, alkylhydra/Jdo, amino, cyano. haloalky L aJkylthio, aikenyl, alkynyl, 
acylami.no. tri or difluoromethoxy, earboxy, acyloxy, MeSO?- or R.j. and optionally substituted 
at the 6 position by amino, hydroxy, halo, alky I, carboxy, alkoxyearbonyi, cyano, amido. 
(C .ON lb.) J5 ' 1 Ikoxj or alkylthio 
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(ii) naphth-2-y] optionally substituted at the 6 or 7 position by halo, haloalkoxy, 
haloalkyl, cyano, nitro, amino, hydrazido, alkyithio, alkenyi alkynyl or R\ j and optionally 
substituted at the 3 position by amino, hydroxy, halo, alkyl carboxv. cyano. amido, aminoalkyl 
alkoxy or alkyithio; 

(Hi) isoquinolin~7~yl i.ndol-5-yl mdoU/yl, indazol-5-yl mdazol-6-yk ben.zotb.iazol6~ 
yl or benzisoxazel-S-yl optionally substituted at the 3 position by halo, haloalkoxy. haloalkyl. 
cyano, nitro, amino, hydrazido, alkyithio, alkenyi, alkynyl orRij; 

(iv) benzimidazol-5-yl or benzothiazol-6-> 1 optionally substituted at the 2 position by 

amino: 

(\) thien~2~y! or thien-3-yl optionally substituted at the 4 or 5 position by halo, 
haloalkoxy, haloalky l, cyano, nitro. amino, hydrazido. alkyithio, alkenyi, alkynyi orRj; 

(vi) 3,4-melhy i enedio.xy phenyl, 2, 3-dihy droindol-6-y! 5 3,3-dichloro-2-oxo-indol-^-yl 
or 1 -methyl~3-aminoindazol-5-y I ; 

(vii) hen/othiazol-2-yl imidazej i,2-a]pyrimidin~2~yl or tetrahydro- 
iniidazo|l2-a|pyrimidin-2-yl 

(viii) pyrazol-2-yi optionally substituted at the 5 position by halo, haloalkoxy, 
haloalkyl, cyano, nitro, amino, hydrazido, alkyithio, alkenyi, alkynyl or Rj; 

(ix) pyrid-2-yl optionally substituted at the 5 position by halo, haloalkoxy, haloalkyl 
cyano, nitro, amino, hydrazido, alkyithio. alkenyi, alkynyl or Rj; 

(x) pyrid-3~yl optionally substituted at the 6 position by halo, haloalkoxy, haloalkyl, 
cyano, nitro, amino, hydrazido, alkyithio. aikenyi, alkynyl or R|; 

(xi) benzofur-2-yl optionally substituted at the 3 position by ammo, hydroxy, halo, 
alkyl carboxv, cyano. amido, aminoalkyl, alkoxy or alkyithio and at the 5 or 6 position by halo, 
haloalkoxy, haloalkyl, cyano, nitro, amino, hydrazido, alkyithio, alkenyi alkynyl or Rjj; 

i\iM mdo'l-2-yl optionally substituted on the indole nitrogen atom by alkyl and 
optionally substituted at the 5 or 6 position by halo, haloalkoxy, haloalkyl, cyano, nitro, amino, 
hydrazido, alkyithio, alkenyi alkynyl or Rjj; 

(xiii) m.dol-6-yl substituted at the 5 position by amino, hydroxy, halo, alkyl carboxv, 
alkoxy carbony I, cyano, amido, aminoalkyl, alkoxy or alkyithio and optionally substituted at the 3 
position by halo, haloalkoxy, haloalkyl, cyano. nitro, amino, hydrazido, alkyithio, alkenyi 
alkynyl. orRjj; or 

(xiv) benzo|b|thiophen-2-y! optionally substituted at the 3 position by amino, hydroxy, 
halo, alkyl carboxv . cyano, amido. animoaikyl, alkoxy or alkyithio and at the 5 or 6 position by 
halo, haloalkoxy. haloalkyl cyano, nitro, amino, hydrazido, alkyithio. alkenyi alkynyl or Rj j; 
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with the prov iso that R2 cannot be aminoisoquinoiyi; 
or R2 is a group of formula (F) or (FT) 




N 



(P) or Of) 



wherein X4 is 0 or S, and Rjj is selected from hydrogen, liuoro, ehloro and methyl; 
-X-X- is -CONH-; 

R j is hydrogen, hydroxy, aikoxy. alkyl. aikylaminoalkyl. alkanoyl. hydroxyalkyl, 
aikoxyaikvl alkoxycarbonyl, aikylammocarbonyL alkylammo, car boxy I, carboxy methyl, ami do 
oramidomethyl; 

Rjj is hydrogen, hydroxy, aikoxy, alkyl. alkanoyi, hydroxyalkyl, alkoxyalkyl, 
aikoxy car bony I. alkyl amino, carboxy I, carboxymethyl, ami do or amidomethyl; 
Y (the a-atom) is a CH group; 

Cy is an optionally R3 a substituted; phenyl group, or a phenyl group substituted by 

RsiXi; 

each R3 a independent})- is hydrogen, hydroxyl, aikoxy. araSkyloxy, alky!, 
alkyiaminoalkyl, hydroxy methyl, carboxy. aikoxyaikvl alkoxseatbonyi, alkylamrnocarbony!, 
aminomethyf, CONhb. CH2CONH2, ( 1 -oOalkanoy lamino, alkoxycarbonyiamino, amino, halo, 
cyano, nitro, thiol, alkyltluo, alky (sulphonyl alkylsulphem L triazolyl, imidazolyl. tetrazoiyl, 
hydrazido, alkylimtdazofyl, thiazolyl, aikylthiazoiyl, alkyloxazoiyl, oxazolyl 
alkylsulphonamido, alkylanunosulphonyh aminosul phenyl. haloa.tk.oxv-. haloalkvk a group of the 
formula -C(X 3 )N(R 1 5 )R 12 (wherein X 5 is O or S; and Rl 1 and R 12 are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pyrrolidin-1-y!, piperidm-i-yl or morpholino group), or -OCH2O- which is bonded to two 
adjacent ring atoms in Cy; 

X; is a bond, O, NH or CH2; and- 

R3j is phenyl, pyridyl or pyrimidiny! optionally substituted by R;^ ;; and 
t' f ! < t fo : n [a RCO m i. R j , i> ( slkyj. .C-3-10 

1 t 1 it! 5 x j , > ! , 0 5 j ijko gheny ! i si • >! .; ( 
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~ s i I « 1 phenyl » . c t i 1 1 \ >uhsuiuted by one or two of halogen, 

C. =-C4 mdC | ( i .dkov. 

45 (canceled) 

46 (previously presented): A compound as claimed in Claim 44, in which Pg* represents 
t~hutoxycarbonyl. 



